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We claim 

1 . Compoimds of the general formula (I) 




wherein 

A represents an aryl or heteroaryl ring, 

and R^ independently from each other represent hydrogen, halogen, nitro, cyano, Ci~ 
Ce-alkyl, hydroxy or Ci-Cg-alkoxy, wherein Ci-Ce-alkyl and Ci-Ce-alkoxy can be 
further substituted with one to three identical or different radicals selected from 
the group consisting of halogen, hydroxy and CrC4-alkoxy, 

R"^ represents trifluoromethylcarbonyl, Ci-Ce-alkylcarbonyl, Ci-Ce-alkoxycarbonyl, 
Ca-Ce-alkenoxycarbonyl, hydroxycarbonyl, aminocarbonyl, mono- or di-Ci-C4- 
alkylaminocarbonyl, Ce-Cio-arylaminocarbonyl, arylcarbonyl, heteroarylcarbonyl, 
heterocyclylcarbonyl, heteroaryl, heterocyclyl or cyano, wherein Ci-Ce-alkyl- 
carbonyl, Ci-Ce-alkoxycarbonyl, mono- and di-Ci-C4-alkylaminocarbonyl can be 
further substituted with one to three identical or different radicals selected from 
the group consisting of Ca-Cs-cycloalkyl, hydroxy, Ci-C4-alkoxy, Ci-C4-alkoxy- 
carbonyl, hydroxycarbonyl, aminocarbonyl, mono- and di-Ci-C4-alkylamino- 
carbonyl, Ci-C4-alkylcarbonylamino, iNr-(Ci-C4-al]cylcarbonyl)-iV-(Ci-C4-alkyl)- 
amino, cyano, amino, mono- and di-Ci-C4-alkylamino, heteroaryl, heterocyclyl and 
tri-(Ci-C6-alkyl)-silyl, and wherein heteroarylcarbonyl, heterocyclylcarbonyl, 
heteroaryl and heterocyclyl can be further substituted with Ci-C4-alkyl, 

R^ represents Ci-C4-alkyl, which can be substituted with one to three identical or 
different radicals selected from the group consisting of halogen, hydroxy, Ci-Ce- 
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alkoxy, C2-C6-alkenoxy, d-Ce-alkylthio, amino, mono- and di-Ci-Ce-alkylamino, 
arylamino, hydroxycarbonyl, Ci-Ce-alkoxycarbonyl and the radical -0-Ci-C4-alkyl- 
0-Ci-C4-alkyl, 

or 

represents amino, 
represents 
- a group of the formula -T-U wherein 

T represents a Ci-Ce-alkanediyl or Ca-Ce-alkenediyl groxip 
and 

U represents 

• Ce-Cio-aryl or 5- or 6-membered heteroaryl each of which is substituted by 
one, two or three radicals independently selected from the group consisting 
of halogen, Ci-Ce-alkyl, 5- or 6-membered heteroaryl and a group of the 
formula -V-W wherein V represents a bond or a Ci-Cs-alkanediyl or C2- 
C6-alkenediyl group both of which can be further substituted by Cs-Cg- 
cycloalkyl, and W represents Ci-Ce-alkoxycarbonyl or hydroxycarbonyl, 

• a group of the formula -C(=0)"]SIR^-S02-R^ wlierein R* represents 
hydrogen or Ci-Ce-alkyI, and R^ represents Ci-Ce-alkyI which can be sub- 
stituted by trifluoromethyl, or R^ represents Ce-Cio-axyl which can be sub- 
stituted by Ci-Ce-alkyl, halogen, cyano, nitro or trifluoromethyl, 

• a group of the formula -C(=0)-NR*^** wherein R*' represents hydrogen or 
Ci-Ce-alkyl, and R*^ represents Ce-Cio-aryl which can be substituted by Ci- 
Ce-alkoxycarbonyl or hydroxycarbonyl, 

• a group of the formula -C(=0)-NR^-OR^ wherein R^ and R^ independently 
from each other represent hydrogen or Ci-C^-alkyl, 

or 



• Ce-Cio-arylalkoxy which, in the aryl part, can be substituted by halogen, 
Ci-Cfi-alkyl, Cj-Ce-alkoxycarbonyl or hydroxycarbonyl. 



wo 2005/082863 



-110- 



PCT/EP2005/001487 



or 

represents 

- Ca-Cs-cycloalkyl which can be substituted by up to three radicals independently 
selected from the group consisting of Ci-Ce-alkyl, hydroxy, oxo, Ci-Ce-alkoxy- 
carbonyl and hydroxycarbonyl, 

- Ca-Ce-alkenyl which can be substituted by Ci-Ce-alkoxycarbonyl or hydroxy- 
carbonyl, 

- Ci-Ce-alkyl or Ci-Ce-alkylcarbonyl which are substituted by Ci-Ce-alkoxycarbonyl- 
amino, 

- Ci-Ce-alkoxycarbonyl which is substituted by phenyl-Ci-Ce-alkoxycarbonyl which 
for its part, in the phenyl moiety, can be further substituted by halogen, Ci-Ce- 
alkyl, Ci-Ce-alkoxycarbonyl or hydroxycarbonyl, 

or 

- a group of the formula -S02-R^ wherein represents Ci-Ce-alkyI which can be 
substituted by trifluoromethyl, or R^ represents Ce-Cio-aryl wliich can be sub- 
stituted by Ci-Ce-alkyl, halogen, cyano, nitro, trifluoromethyl, Ci-Ce-alkoxy- 
carbonyl or hydroxycarbonyl, 

R^ represents halogen, nitro, cyano, Ci-Ce-alkyl, hydroxy or Ci-Ce-alkoxy, wherein 
Ci-C6-alkyl and Ci-Ce-alkoxy can be further substituted with one to three identical 
or different radicals selected from the group consisting of halogen, hydroxy and 
Ci-C4-alkoxy, 

and 

Y\ Y^, Y^ Y* and independently from each other represent CH or wherein the ring 
contains either 0, 1 or 2 nitrogen atoms, 

and their salts, hydrates and/or solvates and their tautomeric forms. 

2. Compounds of general formula (I) according to Claim 1 , wherein 



A 



represents an aryl or heteroaryl ring. 
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and R^ independently from each other represent hydrogen, halogen, nitro^ cyano, Cr 
Ce-alkyl, hydroxy or Ci-Ce-alkoxy, wherein Ci-Ce-alkyI and Ci-Ce-allcoxy can be 
further substituted with one to three identical or different radicals selected from 
the group consisting of lialogen, hydroxy and Ci-C4-alkoxy, 

R^ represents Ci-Ca-alkylcarbonyl, Ci-Ce-alkoxycarbonyl, Ca-Ce-alkenorxycarbonyl, 
hydroxycarbonyl, aminocarbonyl, mono- or di-Ci"C4-alkylaminocarboinyl, Ce-Cio- 
arylaminocarbonyl, heteroarylcarbonyl, heterocyclylcarbonyl, heteroaxyl, hetero- 
cyclyl or cyano, wherein Ci-Ce-alkylcarbonyl, Ci-Ce-alkoxycarbonyl, mono- and 
di-Ci-C4-alkylaminocarbonyl can be further substituted with one to three identical 
or different radicals selected from the group consisting of Cj-Cg-cycloalkyl, 
hydroxy, Ci-C4-alkoxy^ Ci-C4-alkoxycarbonyl, hydroxycarbonyl, amixaocarbonyl, 
mono- and di-Ci-C4-alkylaminocarbonyl, Ci-C4"alkylcarbonylamino, airrino, mono- 
and di-Ci-C4-alkylamino, heteroaryl, heterocyclyl and tri-(Ci-C6-allsyl)-silyl, 

R^ represents Ci-C4-alkyl, which can be substituted with one to three identical or 
different radicals selected from the group consisting of halogen, hydroxy, Ci-Ce- 
alkoxy, C2-C6-alkenoxy, Ci-Ce-alkylthio, amino, mono- and di-Ci-Ce-alkylamino, 
arylamino, hydroxycarbonyl, Ci-Ce-alkoxycarbonyl and the radical -0-Ci-C4-alkyl- 
0-CrC4-alkyl, 

R^ represents 

— a group of the formula -T-U wherein 

T represents a Ci-C4-alkanediyl or C2-C4-alkenediyl group 

and 

U represents 

• Ce-Cio-aryl or 5- or 6-membered heteroaryl each of which is satstituted by 
one, two or three radicals independently selected from the group consisting 
of halogen, Ci-Ce-alkyl, 5- or 6-membered heteroaryl and a group of the 
formula -V-W wherein V represents a bond, a C2-C6-alkenediy^l group or a 
Ci-Ce-alkanedi^^l group the latter of which can be further substituted by C3- 
Cg-cycloallQrl, and W represents Ci-Ce-alkoxycarbonyl ox hydroxy- 
carbonyl. 
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• a group of the formula -C(=0)-NH-S02-R wherein represents Q-Ce- 
alkyl which can be substituted by trifluoromethyl, or B}* represents Ce-Cio- 
aryl which can be substituted by Cj-Ce-alkyl, halogen, cyano, nitro or 
trifluoromethyl, 

or 

• a group of the formula ~C(=0)-NHR'^ wherein R"^ represents Ce-Cio-aryl 
which can be substituted by Ci-Ce-alkoxycarbonyl or hydroxycarbonyl. 



or 



R^ represents 

10 - Ca-Cs-cycloalkyl which can be substituted by up to three radicals independently 

selected from the group consisting of Cj-Ce-alkyl, hydroxy, oxo, Ci-Ce-alkoxy- 
carbonyl and hydroxycarbonyl, 

or 

— Ci-Ce-alkenyl which can be substituted by Cj-Ce-alkoxycarbonyl or hydroxy- 
15 carbonyl, 

R^ represents halogen, nitro, cyano, Ci-Ce-alkyl, hydroxy or Ci-Ce-alkoxy, wherein 
Ci-Ce-alkyl and Ci-Ce-alkoxy can be further substituted with one to three identical 
or different radicals selected from the group consisting of halogen, hydroxy and 
Ci-C4-alkoxy, 

20 and 

Y\ Y^, Y^, Y"* and Y^ independently from each other represent CH or N, wherein the ring 
contains either 0, 1 or 2 nitrogen atoms. 

3. Compounds of general formula (I) according to Claim 1 , wherein 

A represents a phenyl, naphthyl or pyridyl ring, 

25 R^ R^ and R^ independently from each other represent hydrogen, fluoro, chloro, bromo, 

nitro, cyano, methyl, ethyl, trifluoromethyl or trifluoromethoxy. 
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R"* represents Ci-Ce-alkylcarbonyl, Ci-Ce-alkoxycarbonyl, allyloxycaxbonyl, hydroxy- 
carbonyl, aminocarbonyl, mono-Ci-C4-alkylaininocarbonyl, furylcarbonyl, pyridyl- 
carbonyl or cyano, wherein Ci-Ce-alkylcarbonyl, Ci-Ce-alkoxycarbonyl and mono- 
Ci-C4-alkylaminocarbonyl can be substituted with one to three identical or 
different radicals selected from the group consisting of Ca-Ce-cycloalkyl, hydroxy, 
Ci-C4-alkoxy, Ci-C4-alkoxycarbonyl, hydroxycarbonyl, amino, mono- and di-Ci- 
C4-alkylamino, 

represents methyl or ethyl, 

R^ represents 

— a group of the formula -T— U wherein 

T represents a Ci-C4-alkanediyl group 

and 

U represents 

• phenyl, furyl, thienyl, oxazolyl, thiazolyl or pyridyl each of which is sub- 
stituted by one or two radicals independently selected from the group con- 
sisting of fluoro, chloro, bromo, Ci-C4-alkyl, thienyl, pyridyl and a group 
of the formula -V-W wherein V represents a bond or a Ci -C4-alkanediyl or 
C2-C4-alkenediyl group, and W represents Ci-C4-alkoxycarbonyl or 
hydroxycarbonyl, 

• a group of the formula -C(=0)-NH-S02-R^ wherein represents C1-C4- 
alkyl which can be substituted by trifluoromethyl, or R^ represents phenyl 
which can be substituted by Ci-C4-alkyl, fluoro, chloro, bromo, cyano, 
nitro or trifluoromethyl, 

or 

• a group of the formula -C(==0)-NHR^ wherein represents phenyl which 
can be substituted by CrC4-alkoxycarbonyl or hydroxycarbonyl. 



represents 
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- Ca-Ce-cycloalkyl which can be substituted by up to tvsro radicals independently 
selected from the group consisting of Ci-C4-alkyl, hydroxy, oxo, Ci-C4-alkoxy- 
carbonyl and hydroxycarbonyl, 

or 

- C2-C4-alkenyl which is substituted by Ci-C4-alkoxycarbonyl or hydroxycarbonyl, 

represents halogen, nitro, cyano, trifluoromethyl, trifluoromethoxy, methyl or 
ethyl, 

and 

Y\ Y^ Y^ and Y^ each represent CH. 
4. Compounds of general formula (1) according to Claim 1, wherein 
A represents a phenyl or a pyridyl ring, 

and R^ each represent hydrogen, 
R^ represents fluoro, chloro, bromo, nitro or cyano, 

R"* represents cyano, hydroxycarbonyl, fiirylcarbonyl, pyridylcarbonyl, Ci-C4-alkyl- 
carbonyl or Ci~C4-alkoxycarbonyl, wherein Ci-C4-alkylcarbonyl and Ci-C4-alkoxy- 
carbonyl can be substituted with a radical selected JBrom the group consisting of 
hydroxy, Ci-C4-alkoxy, Ci-C4-alkoxycarbonyl, hydroxycarbonyl, mono- and di-Ci- 
C4-alkylamino, 

R^ represents methyl, 

R^ represents 

- a group of the formula -T-U wherein 
T represents a -CH2- group 
and 

U represents 
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• phenyl, furyl or oxazolyl each of which is substituted by one or two 
radicals independently selected from the group consisting of fluoro, 
chloro, bromo, Ci-C4-alkyl and a group of the .formula -V-W wherein V 
represents a bond, a -CH2- group or a -CH=CH- group, and W represents 
Ci-C4-alkoxycarbonyl or hydroxycarbonyl, 

• a group of the formula -C(=0)-]SIH-S02-R^ wherein R'^ represents C1-C4- 
alkyl which can be substituted by trifluoromethyl, or represents phenyl 
which can be substituted by Ci-C4-alkyl, fluoro, chloro, bromo, cyano, 
nitro or trifluoromethyl, 

or 

• a group of the formula -C(=0)-]SIHR** wherein R^ represents phenyl which 
can be substituted by Ci-C4-alkoxycarbonyl or hydroxycarbonyl, 

or 

R^ represents 

- Cs-Ce-cycloalkyl which can be substituted by up to two radicals independently 
selected from the group consisting of Ci-C^-alkyl, hydroxy, 0x0, Ci-C4-alkoxy- 
carbonyl and hydroxycarbonyl. 



or 



- a -CH=CH- group which is substituted by Ci-C4-alkoxycarbonyl or hydroxy- 
carbonyl, 

R^ represents trifluoromethyl or nitro, 
and 

Y\ Y^ and each represent CH. 

5. Compounds of general formula (I) according to any of the preceding claims, wherein A is 
phenyl or pyridyl. 

6. Compoimds of general formula (I) according to any of the preceding claims, wherein R^ is 
hydrogen. 
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7. Compounds of general fonnula (1) according to any of the preceding claims, wherein is 
cyano, 

8. Compounds of general formula (I) according to any of the preceding claims, wherein is 
hydrogen. 

9. Compounds of general formula (I) according to at any of the preceding claims, wherein R"* • 
is CrC4-alkoxycarbonyl optionally substituted by hydroxy, or wherein R"* is Ci-C4-alkyl- 
carbonyl, hydroxycarbonyl or cyano. 

10. Compounds of general formula (I) according to any of the preceding claims, wherein R^ is 
methyl. 

1 1 . Compounds of general formula (1) according to any of the preceding claims, wherein R^ is 
trifluoromethyl or nitro. 

12. Confipoimds of general formula (lA) 




(lA),. 



wherein 

Z represents CH or N, and 

R\ R^, R'* and R^ have the meaning indicated in any of the preceding claims. 

Process for synthesizing the compounds of general formula (I) according to Claim 1, by 
condensing compounds of general fonnula (H) 
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1^ (ID. 
CHO 



wherein A, R' and have the meaning indicated in Claim 1, 



with compounds of general fonnula (HI) 



b 



(m). 



wherein R* and R' have the meaning indicated in Claim 1, 
and compounds of general fonnula (IV) 



NH, 



(IV), 



wherein R^, R^, and Y' to have the meaning indicated in Claim 1, 



to give compounds of the general formula (IB) 



10 




(IB), 
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wherein A, R' to R^, R^, and Y* to have the meaning indicated in Claim 1, 

followed by reaction of the compounds of general formula (IB) with compounds of the 
general formula (V) 

R'^-X (V), 

5 wherein 

R* has the meaning indicated in Claim 1, and 
X represents a leaving group, 
in the presence of a base. 

yi6. The composition containing at least one compound of general formula (I) according to 
10 Claim 1 and a pharmacologically acceptable diluent 

A composition according to Claim 14 for the treatment of acute and chronic inflammatory, 
ischaemic and/or remodelling processes. 

jL(o. 

The process for the preparation of compositions according to Claim 14 and 15 characterized 
in that the compounds of general formula (1) according to Claim 1 together with customary 
15 auxiliaries are brought into a suitable application form. 



Use of the compounds of general formula (1) according to Claim 1 for the preparation of 
medicaments. 

Use according to Claim 17 for the preparation of medicaments for the treatment of acute 
and chronic inflammatory, ischaemic and/or remodelling processes. 

20 J/g; Use according to Claim 18, wherein the process is chronic obstructive pulmonary disease, 
acute coronary syndrome, acute myocardial infarctioii or development of heart failure. 

Process for controlling chronic obstnactive pulmonary disease, acute coronary syndrome, 
acute myocardial infarction or development of heart failure in humans and animals by 
administration of a neutrophil elastase inhibitory amount of at least one compound of 
25 general formula (I) according to Claim 1. 
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